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ABSTRACT 

PROBLEM TO BE SOLVED: To provide a medicine capable of treating many diseases, e.g. 
atherosclerosis, myocardial infarction, unstable angina and thrombosis by specifically inhibiting PAR 
(protease-activated receptor)-inductive cell activities because the cell-activating phenomena induced by 
the PAR cause these many diseases. 

SOLUTION: This medicine for inhibiting the PAR-inductive cell activities is a compound represented 
by general formula (I) [wherein, Arl to Ar3 are each independently a phenyl group, a thienyl group, a 
furyl group or a pyrrolyl group; Rl to R6 are each independently hydrogen, a halogen,-R,-C(=0)OH,-C 
(=0)OR,-C(=0)SH,-C(=0)SR,-C(=0)NRR\-C(K))>fflR\-C(=0)NH2,-ROH,-ROR\-h™\-NHR- 
NH2,-RNR'R",-RNHR',-RNH2,-RSR',-RSH,-OR,-OH,-SR or -SH; pairs of Rl and R2, R3 and R4, and 
R5 and R6 may form each independently- ORO-; R, R* and R" are each an alkyl group; and (n) is 1-3]. 

CLAIMS 

No Claims were found. 

DESCRIPTION 
Text Not Available. 
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[jttt^ Ari-AraJi^aSllC^i-^^ 

*m.£*%* Aoyy. -R, -C (=0) OH, - 
C ( = 0) OR, -C ( = 0) SH, -C (=0) S 
R, -C (=0) NRR' , -C (=0) NHR' , - 
C (=0) NH 2 , -ROH, -ROR' , -NR 
R' , -NHR, — NH 2 , — R N R ' R", -RNH 
R' , -RNH 2 , — RSR' , - RSH, -OR, - 
OH, -SRRV-SHX'fi*). Ri&VR^Rj&tf 
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[M*51] t^V-zK^+'t^, 7)V*W&-£Z 

^•ttfiief^y'-zuf't^N ( i > fitted-*-** 

1<07'J-/|/S, Hffiat-7V-;i/4 J 'C^oc (4) fits 
itfC (5) fit'^SSr^-rsm2c7)T 1 J-;Wa. 
Jsilf.'lBEe^y-A^xMEfcC (3) QX'WM&£ 

r/^/ua, r/i^^a, r/i^wf-* 

-ft;£tt£*tr. Tut7— m®ftSMWffifr&<?>mi& 
[ lt*5 2 ] 15Efc£WiTEfl?fc* ( n : 




(I) 



An, Ar;, Ar 3 li, 7i-;H, f~^- 

3 . R 4 . RstiXVRsii. Aoy^MT, - 

OR, -OH, -SR, -SH, — R, -C (=0) O 
H, -C (=0) OR. -C (=0) SH, -C ( = 
O) SR, -C (=0) NRR' , -ROH, -RO 
R' . -RSR' , -RSH, -NRR ' , -NHR, 
-NH 2 , — RNR' R" , — RN H 2 , -RNHR' 

'il, tiiit. RifccktfRz^ Rafcil^R^M^tCRsfc 
JtfRsOtttt, Ztl?tlM$.LX-OR0-Zffif8. 
U R, R' fcit/R" te, R-ifcfcig&oT, IfcSt 

[fil*5 3 ] B5IEA r , U7- x - A^6"Cft 9 - IWEA 
r 2 <i 6 &#B&£ *Ut 7 x -/l^T'fc »3 , fflE A r , it 



5' mmm^titzy ] j)i'mttzi,t3' mtw&ztiK. 
7 x -ivmx'h hit zvmt'fim&A 2 tmnm 
m. 

[»*54] minitix'hhztzimti-hitix 
[11*55 ] *ka r 3 «±7 y/wrca.o . #tkrs*5 

J:im 8 ti, *fgJS^, ixaYvWf* -R, -C ( = 

O) OH, -C (=0) OR, -C (=0) SH, -C 
(=0) SR, -C (=0) NRR' , -ROH, -R 
OR' , — RSH, -NRR' , -NHR, -NH 2 , 
-RNR' R" , -RNHR' , -RNH 2 , HZilf- 
RSR' frb%hft£V*tl?tlM$.LXMmZil. t 
tzii. Rs&XVKert&tf-O R O - £rfi§j£-f h ZtZ 

mLt^hm^AWk<rmA. 

[11*56 ] UEA r 3 i±7 j.-^mxh 0 , HirfSRs 
tsXVRelt* jMMPP. ^a^ygC^, -R, -C 

(=0) OH, -C (=0) OR, -C ( = 0) SH, 
-C (=0) SR, -C ( = 0) NRR' , -ROH, 
-ROR' , -RSH, -NRR' , -NHR, -NH 
2 , -RNR' R" , -RNHR' , -RNH 2 , HXlf 
— RSR' frt>%hm<)Zti?tiM&lXMttZti. 
t fzit , R 5 H £ R 6 Vfttfir O R O r- Srffi^-T h Z t 

z*mt -r h 11*54 nmnmi . 

[f«*57 ] irEA r 3 i±7x-;i^-e& 0 , wer b 

J±**fflFFC*9, WEReliC (4' ) mzHLS-lX 

tchzt *mw.t -rhwvm 6 imwmm. 

[19*581 H5feAr 3 {i7x-^«-C'J)0, niERfi 
ttC (3' )mzW&lX%*). miRe&C (5' ) 

mzimix%hztz®mtthM%%£>t&bn& 
m. 

[H*59] mfBRsJi**^, -C ( = 0) O 
H, -C (=0) OR, -C ( = 0) SH, -C ( = 
O) SRfc«fctf-C (=0) NRR' frfcfcSRiOa 
ft£*U «ER s Jl**M : Ftr**ii:*»ai:t*W 

*58teai^i^pj. 

[i«*3Si 0] mtaR 5 (±-c (=0) oRX-bhz 
t zmit-thmizmMmomm. 

[11*511] 15iaR 5 <±-C (=0) OC 2 H 5 -C'$> 

hzt &vmt~rhtii$& 1 ommnmi. 

[|fi*5l2] «EAr,l47i^itfcO. HE 
R 3 fcJ:U f R4(i. nayyJKf; -R, -C 

(=0) OH, -C (=0) OR, -C ( = 0) SH, 
-C (=0) SR, -C (=0) NRR' , -ROH, 
-ROR' , -RSH, -NRR' , -NHR, -NH 
2 , -RNR' R" , -RNHR' , -RNH 2 , HXlf 
-RSR' frb%hm±V*ti?tiM&.LXM1RZti. 
tfzlt. R 3 &J;:tfR*<7)1Stf-ORO-£m&thZt 

zimt-fhffim 1. 1 smnmm. 

[|SI^5 1 3 ] WEA r , ti7 3.-)VmX'b 0 , HUE 
R,*$J:^Ritt. dcMFf. ^nyygf, -R, -C 
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(=0) OH. -C ( = 0) OR. -C (=0) SH,. 
-C (=0) SR. -C ( = 0) NRR' . -ROH. 
-ROR' . -RSH, -NRR* . — NHR. -RN 
R' R" . -RNHR' fcJ:t/-RSR' frbtc&mJ: 

ffifi- O RO - £«MWS Z 1 ZVmt-fhtt&A 1 2 

imxm 5 1 iutBR 3 <ic ( 5 ) mz&wix% 

9, frl£R,liC (6) ^Gl^LT&S 

-f£iiMi,4iea^^ , i. 
[if^JH i 7 ] miiR^t^mw.^x'h b . frieRete 

C(5' ) tilcffi«LTfc6£fc*W«f:'r*ll*«5 

[11^18] flERsli-R. -ROH. -RO 
R' . -RSH. -NH 2 . -NRR' . -NHR. - 
RNR' R" . -RNHR' . -RNH 2 i3j:tf-RS 

R- frbzimxmmtizzkmmtthim® 

1 9 ] fliflSA r,U7x =.l\&X't> 0 . Ml 
RjfcitfRitt**!!^ ^nyy]F. -R. -RO 
H. -ROR' . -NH 2 . -NRR' . -RSR' . 
-OR. -OH. -SRUkTS-SHfr^lffiJ:*)*: 

tL?txm.ixmsiZiihzb iw&k-tbm&i 1 8 

[ff*«20] ffiaAr 2 t±7x-^ST*i>0. B-rie 

r 3 (±c ( 5 ) mz&m.ix**) . BifieR 4 «ic ( 6 > <a 
m. 

in%T%2 1 ] ffieA r,(±7i x/ua-c* o . lute 

R^JtfRi&fcSIK?. /Nay^ff. -R. -RO 

H. -ROR' . — NH 2 . —NRR' . -RSR' . 
-OR. -OH. -SRUXV-SHfrteimX*)* 

tiztv&SLixmiRiift&z.bZ'tmb -trnx^o 
lessor. 

[HW&B2 2] mZRi&ZVRztefc^TX'hhZ 

■ b &®wib -tm-m. 2 1 §z$wmi 

m^m3] MZRsii-CHzOHXfihZbZm 

[W*fl24] miRs^M^xh^zbiim 
btz>wm2 3tmcomh ■ 

[fS^JS25] miR<li-CH 3 XhZ>ZbZ®®b 
■f6l9«JS2 4E»^0B. 

[a$*2 6j mnR<it-ocH 3 xf>&zb*im 

b-th Wtm. 2 4 ism^iss'J . 

MWW12 7] HHERjJi-CHjOCHg-CfcSCli: 
*fflfcb^hW8&2 2W&<r)m!\. 



[H*JS2 8] ffiZRz&iVR^tt&mTX'bhZ 

b*w&b-$-hmm2i%m<»m\. 

[»*JS2 9] H?t£R 6 <i-CH 2 N (C 2 H 5 ) 2 T* 
I. i b Zft®b -r-SW^JS 2 2 efBOSBtt. 

[ it^i 3 0] file r 3 a x t/r 4 i±*sjifp?* h z 
b zwBLbThW&% 2 9tm<r>m\, 

[000 1] 

l^ML. 2mT , J-l\s&b&-&LfzV?Y-i\s{t 

^mz-stsmzmi-h. 

[0002] 

rof7- fe'-Stt-fk^^f*: (protease-a 
ctivated receptor ; JilT. PARfc"tS) ti. Jfil^ 

■fh. parcdvS1M;(±. Witf huyt'yKb'cDmm 
m=FtfG 9 ywm&'&MOP A R£8£"f S .Lite J: 

(f, Coughtin, Proc. Natl. Acad. Sci. USA, 1999, 9 
6: 11023-1 1027 

[0003] £coJ:o(cLTPARCJ: , )i83%$ix*:*ffl 

k**fc*»-oTV^. PARPSttO««14$r 

ZtlX^Z. 
[0004 ] 

imitfMfcixob-fhmm] *f&m. ±ewi£ 
hzbtmb-rz. 

[0005] 

iwmzMm-zfztixvfm mima^wmzx o • 

'C^. T)V* v ym^Z-fr LXmB^yY-'i-'P'OWi 

n ( i ) fflfcjs^-tsaJiw'j-jUL Huietr^v'- 

;P+t*tf5C ( 4 ) ffifcil/C ( 5 ) QzmGMil&R 

be (3) (i'cmas^r*»30T'j-/u«*»fe% 
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[ o o o e i $ «> mm^mrmit^ 

(I).: 

[0007] 

[fc2] 




(I) 



[0008] (aS*. Arj. Ar 2l Ar 3 li. 7x- 

mx*) zti?m& ltsur $ fxh r <j -ivmxh o . 

Rl R,, R 3 , R,. R 5 fcJ:tm 6 kL tKSS^. ad 
yym?. -or. -OH. -SR. -sh. -r. - 

C ( = 0) OH. -C (=0) OR. -C (=0) S 
H _c (=0) SR. -C (=0) NRR' . -RO 
H, -ROR' . — RSR' . -RSH. -NRR' . 
— NHR. -NHj, — RNR' R" . — RN H 2 . -R 
NHR' fcJtf-RSR' frfc£*Ri9*iX-«tfKfc 
lTi£iiR$:H, ilz\t % RitiXVRz. R 3 i>«t:tfR,& 
VK.R 5 to£VR e c7)ffli. **i-e*i»4LT-ORO- 
£1l§j£L, R. R' toXTSR" <i, h— *fcm«r-5 
X . ^cfSE^fSt 1 ~4 WWTlV^lV&X'fo 0 . nttl. 

ESBCTC**. 

[ 0 0 0 9 3 § KTIBA r ,(47 x-/t* 

X'h*). fllfEAr 2 (46ft*«$it£7x-n^T£ 
0. iraiEAr 3 {45,' «foWHft§*ifc7y/l/*ifc«t 

[ooio] $ frlBnti i ? b 1 

[0011]$ fcfc*$MJH4, frlEA r 3 147 y/idtc 
J>9. HlfieRsfe'ilfRsti. /IcSMFP. An^yff, 
-R. -C ( = 0) OH. -C (=0) OR. -C ( = 
O) SH. -C (=0) SR. -C. ( = 0) NRR' . 
-ROH. -ROR' . -RSH. -NRR' . -NH 
R. -NHj, -RNR' R" . — RNHR' . -RN 

h 2 . hxv-rsr' frbziux'oztiztim.i 

XMlRZtl. Rs&XVRenmtf-ORO-i 

mm-* z t imtt-riwesi^iyi. 

[ 0 0 1 2 3 § e>£*mnt. ffiBA r 3 ii7x-/ua 



^ -R. -C (=0) OH, -C ( = 0) OR. -C 
(=0) SH. -C (=0) SR. -C ( = 0) NR 
R' . -ROH. -ROR', . -RSH. -NRR' . 
-NHR. -NH 2 , -RNR' R" . -RNHR' . 
-RNH 2 . iiitf-RSR' frt>&bft* r )*tl&l 

m.ixmm^ti. R 5 fe«k^R 6 «offi* { -oR 

O -ZHbR-th Z b zrtmt t h SIBEffC2& h . 
[00131$ <oK#f6f5!t4. HUfEA r 3 li7i-;H 

(4' ) ffltc(ttaL , C'ir4ii:S: ! IWSi:"f4inSIBWT 

o 

[00 143 $ WIBA r 3 <47 x-A« 

H5fER 5 «4C (3" ) ffltcffltlBUr^rO. WE 
R 6 14C (5' ) ffl^ffiBiT^iik^fMS'fc^SW 

[00 1 53 $ i>tc*ffflBl4, mlBRstok^f, - 
C ( = 0) OH. -C ( = 0) OR..-C ( = 0) S 
H. -C (=0) SRfcitf-C (=0) NRR' 
frSSJOSffiSfu HfifeR6{i**^T'$>^^i:$r 

[00 1 63 $ i»fc*!SHHl4; frfER 5 t4--C ( = 0 ) 

o Rx-h i z t ztm t -th mmmx'h & . 

[00 1 73 %e>lz*mii. mrlER 5 {i-c ( = o) 

o c 2 h 6 -eft s z t & &s fc t h msfflflx-h h . 

[00 1 83 $ l>t,Z*Wm, HUIEA r 2 {47x^/l-« 
X'h*). miiR 3 &£V : R<lZ~ *#M^, Au^yJS 
^, -R, -C (=0) OH. -C (=0) OR. -C 

(=0) SH. -C (=0) SR. -C ( = 0) NR 
R' , -ROH. -ROR' . -RSH. -NRR' . 
-NHR. -NHj, -RNR' R" . -RNHR' . 
— RNH 2 . fcitf-RSR' frt>%Z>m£ v )Ztl?tl 
«4l/t»k$*u ttzit. R 3 feJ:l>'R4<0S* i: -0R 

o - fcaww h z t i mi b -r s uraafr » * . 

[00191 $£fc#3«. fifEAr !«7x-;Pi ■ 
■CS>0. l?IERifc<tt/R 2 <i. rtSHFP, /nd^K 
— R. -C (=0) OH. -C (=0) OR. -C 

(=0) SH. -C (=0) SR. -C ( = 0) NR 
R' . -ROH. -ROR' . -RSH. -NRR' . 
-NHR. -RNR' R" . -RNHR' fcitf-RS. 
R' A»fe4iSJ:0-tnwaitTaHRStL % *fc 

[0020] $ ^ t*«BHli, mlERi fcJ:t^R 2 tt*m 

m^T** - b *®w.b ?&mi?m\x'fcz> . 

[0021 1 $ 1ufER 3 (iC ( 5 ) fflfc 

fifiLr^r o , frisR4<ic ( 6 ) mzomixziz 
b zmLb^&mmmx-hz . 

[00221 $ ^>C*«Wtt. |?IER 3 i3it/R 4 «** 
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[ 0 0 2 3 ] £ 6 fc#3HBtt* fflERs li***^* 
0. rofaR 6 <iC (5' ) ttfc«Ml/Cfc*£fciM*tS 

[00 24] $fet=*J6Wi, 1fflEReli-R, -RO 
H. - ROR' . -RSH.— NH,. — NRR' . - 
NHR. — RNR' R" . — RNHR' . -RNH 2 fc 

[0025] 3 feC*»Wl. WEA r i(i7 x-/US 

-R, -ROH. —ROR' . -NH 2 . -NRR" . 
-RSR' . -OR. -QH. -SRHJtf-SHfrfc 

[0026] S 6fc#»W4.J91EA r 2 (±7 x-/ua 

x-h<o. fneR 3 «ic < 5) mzftmLx**) . miR< 

«±C (6) &Cftffi LT^S^tSr^i: ThMtiMM 

X'bh. 

[00 27] 5fet*f6W4. WEAr 1 l±7i-;Wa 
T'J>0. TfifeRi&J:y : R 2 ti**JI^ Aofyigf. 

-R. -ROH, -ROR' . -NH 2 , -NRR' , 
-RSR' . -OR. -OH. -SRfcJ:l>'-SH*^ 

%im±ozix?itfj&ixmiRZix&zbzmib? 
hmstm&x'hh. 

[00 28] H.MZtffflte. frtaRifcJ:^R2«±** 

m^ThizbimsLb-timeMmx-hi. . 

[00 2 9] SS>fc*f6"»4, S£R 6 tt-CH 2 OHT 

b&zbumb-rhfflSMWcbz. 

[0030] § t>iz*wm. mtwimm-Txh 

zzbzmib-riMgmix'hz. 

[003 1] S fcfcfcJWBli. HfftaR 4 ti-C H 3 T'£>& 

c b zw&bth msmix-hz. 

[00 3 2] ££>fc#S6«UU4. IWER^tt-OCHaTfc 

[ 0 0 3 3 ] $ f> (ZMHHtt . fflBR 6 1±- C H 2 O C H 
3 T*4ik*««i:-r61liri3WW"C**t 
[0034] $ iitfER 3 fcJ:tf R 4 ti*3ft 

m ?ts> a z b ztmb ■th-mmmxhh . 

[00 35] §fcfc*#5jli, fiieR6li-CH 2 N (C 

2 h 5 ) i x-b&zbi<mbi-&m&mx'f>&. 

[0036] § t>lz*Wm. firiER 3 fcJ:tWi*5lt 
[0037] 

[3SBBc7>HSS?)JB!gJ KIT, *!6W«0*ttW^©fc:o^ 

[0038] ^mmrnmi. utfwms* < i > = 

[0039] 
Hfc3] 




(I) 



«1 



[ 0 0 4 0 ] fcJ: !3*S*l.&iT:-&*£*tr. jt+C^-t 

<k5K. ffl£fls*« ( I Mi. e?y-*o«M**j: 

tf3O<07*'J--'l'g (Ari, Ar 2 . A r 3 ) £-£tf. 
JSl^rU-iU* (Ar,) {±. TJU^l'y&Giftl 
•Cf7 > /-/U4''C^«0N (1 ) fifcJg-^i-S. m2<9T 
iJ-;« (Arj ) 14. /HM,4W>C (4 ) {4 

iUt/C ( 5) flTClMWItrflMM-*. 

KAr 3 ) tte5V-rt4"0«i:c ( 3 ) ft-citsse 

Clilio300T , J-^S«i. f-X 

?*l*&4 LTigiR-f & Z b ifiVt & . 
[004 1 ] ZtzRi. R 2 . R 3 . R 4 . Rs-fcitfR 
6 fi. TKfggC^. AnyySf. -R. -C (=0) O 
H. -C (=0) OR. -C ( = 0).SH. -C ( = 
O) SR. -C (=0) NRR' . —ROH. -RO 
R' . — RSH. -OR. -OH. -SR. -SH. 
-NRR' . -NHR. -RNR' R". -RNH 
R' . -RSR' . -C (=0) NHR' . -C ( = 
O) NH 2 . — N H 2 . HXV-RUHifrhK&mX*) 
f*i«U8lALT»KS*U afcttR^itfRi. R 3 
tjJ:tXR 4 MUffc:R 5 fcJ:t^R6<^««4. ZtiZtMdLt 
X-ORO-*ffimh. R. R' fc4tfR"Jil~4 

$*U nttl*fct42.*'fctf3T**. 

[0042] ft** ( i ) <mft$kmb LX\L ntf- 

IT. Arj^iZAtt, R 5 fc4l>'R 6 «i:. 

^oyyiH 1 . -R. -c ( = 0) oh. -c ( = 

O) OR. -C (=0) SH. -C (=0) SR. -C 
(=0) NRR' . -C (=0) NHR' . -C ( = 
O) NH 2 . -ROH. -ROR' , -NRR' , -N 
HR. — NH 2 . -RNR' R". -RNHR' . -RN 
H 2 . -RSR' . -RSH. -OR. -OH. -SR 

tixxs- s H*»fe***j: o zti?tim.Lxm$izti 

[0043] fl5*S ( I ) <D®<7)&ftm&Mb LT14. 
n#lT. Ar 3 #7'J/WST. R 5 fcJ:l>'R6«4. 
AnyyiFF.-R. -C (=0) OH. -C 

(=0) OR. -C-(-O) SH. -C ( = 0) SR. 
-C (=0) NRR' . -C ( = 0) NHR' . -C 
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(=0) NH 2 , -ROH N -ROR' , -NRR' , 
-NHR. -NHj, — RNR* R\ — RNHR' . - 
RNH 2 , -RSR' . - R S H N -OR, -OH. - 

Ztll* ifctt. RstiAtfl^T-ORO-fcflllW* 

[ 0 0.4 4 ] OTOiMHfcfcvvC . 7 U ;l/kfl)IBtttt, 
#^ia^* ?; 5rV->RR*) 2 -7 y/USrli-f i<7)i-f£A\ 
*3W!tt2 -7 'J /WCIESSftS *>tfrc«$r< .3-7 

[0045] ft^iS ( I ) ^MftflJi: LTti> 1 -O 
is)l>-3 - (3' -Xhdf^^-Zl') 7x-;U->f 
y?Y— /K i-Ky^-3- (3' -tHn^y^ 

(5* -x'xf-;ur5v^f-/w) 7y/u-^yrv'- 
;k i-^y^-3- (5' -^h^^f-;P) 7'J 
f yyv—)\/. l-OvVP-3- (5' -tHn 
7 1^- 6 f 1- 
Oi^-3- (5' -t Hodr^f-;!/) 7^1/-^ 
y?V—lV* l-<y : J)V-3- (5' -tKD4f^ 
f-;l/) 7'J;l/-6-7;i/^-n--f yrV-/K l-O 
i/'yU- 3 - (5" -t Ka^f i/^/l/) 7U/W-6-;* 
hdf y^V-;k 1 -O.v-'/P- 3 - ( 5 ' -t 
KDdfi^^^) 7 x ))V-5. b-t + Vy^ttis- 

Ay^r-)vtmvfhfih. 

[0046] l-<y^;l/-3-(3' -xhJfi^/U 
tfx/tO 7x-^-^yrr-/KOlf3gt3J;U : #^iT 

raw* an : 

[0047] 
Mfc4] 




[0048] -CftO. 1-^^-3- ( 5' -yl 
f-/l/T 5 J * ^JV ) 7 'J -f y W-fWMB&S <fc 
#*ttTKflS*=* (HI) : 

[0049] 

[fc5] 




[00 50] T£>£. 

[0051] 7v->\smtmemzmfS.LtiwiT&<?>v7 
imk j**fl5Hk .a^flsm, ftK&. fiesta. »> 

ti&v\ *$fflcr> tf 7 V'-zMfc^+OfcttO 

(Witf. rtMMfS'l'-M *>[» 

4*ykLX\&, th'J^^y. *u«>A-f*y, 
-??*i/*7J*4yty* 0i)Vi/*?J»4*y. r^- 1 )^ 

LTJi. 1 -0^;U-3- (5' -TSy^^U) 7 

y/u—r yyv-/K7)ffiK«, i -<y : Jiv- 3 - 
(3' -iDV-K^i/iv) y y-rv-iw-rv 

[0052] Tro-AlxillKS-fCs 

/HoS^S. D&C Ye l l ow#10 LX2- 
(2, 3-ybb'D-l, 3 - v^v- 1 H-4 Vr 

y-2-y l ) -6-#yy yx;u*yi!tJJ:0 r 2- 
(2, 3-yth'D-l, 

y-2-y l ) -8-=*/ y yx;w*yK<oiS-^*^ 
««(cfflv^^6IBKfl,*lBfrf6IRfc:fflE'fl:^«*tt 



(7) ^2 002-8 03 6 7 (P2 0 0 2-8+A) 



[ 0 0 5 3 ] 4 £ , *»fl^)IBWi» P A Rtt*tt<OM 

m&&z&%mzvmi-&i><7)X'h&. **h^ mi 

if h ayt'XD P A Rft&ttZVM-tZ Z 1 izX .0 . P 

«*Wi£< k ^ *v 
[0054] «v^T.*»S<0»WO^«*«6*OTtfi 

[0 0 5 5] £i\ TV—>VJj)V#—>\s9Uy4 Htffi 
<^ r ij _,nfc£* y T 'J V^t J: 0 r 'J -^7 'J 

-;W7 h y 6 . H>rie7 y -/nt^tttf 1 *fc 
u 2 ELLast s *vt t vt i «t v > . w y -^7 y -jw 

b y i 7 y -/U-7;l^P ^ t >' y v y t KB $ tt , 3 o W ■ 

rywi^fc^trtK^yy ry-;u7 
yMrA-t h'^yycor y-/U»t 1 4fcl±2Ja±B»S 

y-zMfc^HJ^kSaaSiiS. mtyY-Mt&fa*. 

/u<KsRtf>N ( i ) ffik*s^-f 4. s^ory-^a 
K9V-n4"£««c (4) fifciixc (5) tire 
fB307y-/u»ib*5y-^w 

tt.£®<vmmte£iu z t #-es & . 

[00 5 6] \-**yVlV-3-~?V)V-Ay 
yv-)Vfc£ty\. i -o : J)V- 3-y 3.—W/-A y? 
y-/Mfc-£*B X tff-x-yu t" 7 V-Mk&fa Sr^CcL 
T, 1fc&mt:Bf&lte\:yY-Mt&fa<r>3? 4 

[0057]Ill:(l)-(5) T'fiW:5o<Dl- 
<y : J)V- 3 -7 y y yV—M\L&to<7)'&$L~ft&. 

[00 583 ^^-2-7078 (me thy 1 - 2 
-furoate) ttitft/^yM A>h<T>il yT'J >y 
^c;J:0PS$i^^5 , y#;i^-;u-2-7y 
^y 3.-^7- vyt^yi/)^ K-5v'y e 
a*itf zajwtfl^^ottB-c^^^ut K?y 
x*4jS3tf4. coHffl#a^*5&saK:rcH,c 

Pb (OAc ) 4 fcBF 3 /Et,0<flate«»i:l* 
JEStfi-IfcfcJ: 0, 7V«*»IB**«rfl:^ft ( 1 ) # 

£j£-r -fti^fl ( i ) «f»*>.x h*v-#/M<-/ua£N 

aOHSrfflV^JnTk^jBI-SdkCiO-fk^J (2) £ 

fc£ft CI) Hr^** 
^/l/aSrTHFcfcOCa ( BH, ) 2 T'h h'o^y^^- 

;u«KS7rr& ; t c£ ofturft < 3 ) £ t #t 

**. (3) ttBC l 3 . S^ty'xf;l,7Sy 
"efl!g-f ON, N-vxf-;U7S/^<^H» 

JW*rC*4'ffc&» (4) ZfthZtifiX-ih. 4fc, ft 
£ft ( 3 ) £ B C 1 3 , WL^XX 9 S-JUX'9mt& Z 
fcfcj: 9* h*~/*7-)V®m#X'$>ZfcG® < 5 ) 



but. atiiis^*^^^. iffte7y/ua* ? i47t: 
-ok ^yy>t K^yySrfflv^s^tT'ft-^ ( 1 > 

- ( 5 ) *)8Wtt«rf»* 

[0059] 1 -^y^U- 3 - 7x-A<~ -f y*v- 

a, 11 1 ic^L^tot mtnsw&mzx vvmx-z 

■T S w 1 1 X 0 W»ft.«:f»6 i k a*?* * . 

■C. ^>y7xVySrCr0 3 TlMkL, 'CW-fA* 

^^yy^/i^ASKSrx^y 

xf;Ky/-f/Ky/x- h 2: 1 -^yV)V- 3 
-7i-;K y^-M^U-^S^^h . i-<y 
3 - 7x-(H y yy-;Mt-^ft<7)r y -;us<7) 

[0060] fxy t*7.y— IV (thienopyra 

z o i e ) mftt-ttt, msmi&foLttyv-Mt 

5' ->h^y^-^-2-7'J;l-7x- 
b ycOith 0 2 -fx_;P7 y -;W7 b y%M^ 
S 1 tTfiltzirfSJT&Z-fc^XmSLX't h . 
f-xx/|<b-5y-^ft^*01 *fctt2£LhO!t 

[0061] i^m<r)W»wv a R^ttofflBavSttc 

(i. mttZm&LtzVyV-frfceMtfclttcOiZV) 

wh&ff* wpit LX¥f®x'$&mmz&iiZix. mm 

^*<0*-C**. AHklMIW)^** (m 
2 ) ifcO^Kms) ) WfflSMWi. Fr e i r e 
ich et a 1 . , Cancer Chemoth- 
er. Rep. , 1966, 5 0 2 1 9Cieii$ivO , > 

(Scientific Tables, Geigy 
Pharmaceuticals, Ardley. N. 
Y. , 1 9 70, 5 3 7#BB) . S*#CWfflS 

[0062] SW*SW4^l ! aPli»ijit"Cift4UTt> 

iv\ mm. mm. mh*i. fMRrtfc 

I?3g1x^*. 5%^;U3— x£tttttWX<toktiti 

m\t ix¥f®x-z h mmz^m^tzmmmf 

htih . V4 ^ nf^x h y yHo^jg-fLSiJ^. 



(8)^2002-8036 7 (P2002-84rA) 



[0063] *%w<7)m\z®mi-&mz\i. 4anos 

[0064] Itzty V-7 Wfc£*<0 p A 

hoy t'ytfflo i 3^3£^SSSg2rcJtiS?££ J: 
9<S*A { i!l5£Sfi.*. i n v i voOX7D--y7' 
tt^«W>jteffl*»¥«t JBv^t WW* i fc * . 

[0065] s«*cjwuf . iMLtimmzmmfrb 

flffWi^T #SR IX m o 3 * t> <7>T'$> * . BIT tc* 
[0066] 

[fgttffl] <*j£Wl : (5'- -* 

> 

(a) 5-7 hJfy^*-;l'-2-7!J;l'7i-^ 

( 0 . 4 2g. 2. 6mm o l ) fcJ:Z/ 
Sft<y/>f/K2 9. 6g. 0. 21mol)KC 
l 4 (4 0ml)C«)RU 10«-tC*>fc'3^f-^-2 

(25. 2g, 0. 2 0mmo l ) £-»Ti; 
TJD;t*:. *ORJBft^t«KaBST"C3 6l9IBHn8R 
U <§£imz* (120ml) fcjnifc. **38tett£ 
li«3HS#U ZJBfciHWS*"C»iBU!:SL 
J:tf^£7no*/kkTflJiiJl,*:. -?-<97oa*/UA 

rty-)VX'W&$s\lL. 28. 4g«5-^Kx^ 
^;U-2.-7 , J;U7i^;U^by5-liX*6 5. 0%T' 

[00 6 7] 5-*Y*i/1})\sX— /l/-2-7U/P7x 
:i;P7- h y«0|SI^T-^«iWT(oaO 
mp : 7 0-73C 
MS (%) , m/z : 230 (MM 



I R (KB r ) V oai : 1 720, 16 50cm: 1 (C 
= 0) 

1 H -NMR (CDC 1 3 , 200MHz)d:3. 86 
(3H, s, -CH 3 ) . 7. 26-7. 32 (2H, 
m, H-3' . 5' ) , 7. 40-7. 65 (3H, 
m. H-3, 4. 4' ) , 8. 0 5-8. 1 0 (2H, 
m, H-2' , 6' ) 

(b) 1 3 - ( 5 ' -^h^fv*^*:^ 

- 2 ' -wo?) -i y yy-)V<r>stfL 
5-^h= J rv^;^-^-2-7 , ;;U7x-;^hy 

(5. 5g„ 0. 024mol)5r7 7 7-/1- (60 
m) tpfcSWU ^yy>th'7yy (9g. 0. 0 7 
mo 1 ) tiZVWm (0. 5ml 

y^7i-;^ h ycyj^t K 5y*y£ft 

[0 0 68] ftKKt F ?7y £}§ji?£-»^CH 2 C 1 2 
(100ml) CH 2 C 1 2 (400ml)^ 

Pb (OAc), (28. 2g. 0. 06mol) 

izmrixnattz. mum. **>«£»s:3o±2 , c-?- 

3 0#KJ££i*\ BF 3 Et 2 0 (47%<OBF 3 £# 
tr. 12 2ml) 5:JlJ^Jt. ^il-£tj£3lsKTT'3 0 
tffllgfcU ( 1 0 0 0m 1 ) +tcarAii. R 

x i o h 'j vA.Tmmx'&ft i . ac** lt 

TTHIiffi . iXCX? 7 -)V 

^^co^mm^Mm^zMx.. Z<7>&&&£-' 
ttK^^w. *<?«tfcl&l*i£ ®!R tx 7 7 -;UT'S^ 
B^bS-tir. 3. 7g<oi-<yy';u-3- (5' -7h 
df>-*;^^-2' -7'J;H -fyrv-MW4 
7. 0%T1#^. 

[0069] l-^yv>-3-(5' -7h^fx^;U 

tomo. 

mp: 11 7-1 18C 
MS (%) , m/z : 332 (M») 
IR(KBr) V.„ : 1720cm- 1 (C=0) 
iH— NMR (CDC 1 3 ) d : 3. 95 (3H. s, C 
H 3 ) , 5. 66 (2H, s. =NCH 2 -) , 7. 02 
(1H, d, J = 3. 5Hz, H-3' ) , 7. 2 0— 
7. 40 (9H, m, H-5. 6, 7, 4' . phen 
yl), 8. 2 6 .( 1 H, dd, J=8. 1, 1. 5H 
z, H-4) 

<&&M2 : l-<yy>-3- (5' -7h^r->^;l' 
,i<-;U-2' -7'J;U) -6-7/U5i-n>f >?Y—JW) 

^>4' -7Wo7i^5-^ h^f^;^-;!' 



(9) BH20 0 2-80 36 7 (P20 0 2-88A) 



(5, 96g. 0. 0 24 mo 1 ) 

%<&f$.mi (a) fcfcwrwRu ztizmmi'gt i 

T4. 1 gOl -<yy>-3- ( 5' -;*h=*v#/l/ 
,fC^.;P-2' -7'Jrt<0 -6— 7/W#o>f y^Y-;!/* 
1R$4 8. 

[0 0 70] l-K.yiP)V~3- <5' --Xh^fv^L' 

mp : 1 08—1 09C 

MS (%) , m/z : 350 (M») 

IR(KBr) V aaI : 1710cm"' (C = 0) 

i H-NMR (DMSO-d 6 , 200MHz)d:3. 

87 (3H, s. -CH 3 ) , 5. 73 (2H, s. = 

NCH 2 -) , 7. 18-7. 37 (7H, m.'H- 

5, 3 ' , Phenyl), 7 . 4 5 ( 1 H , d, J = 

3. 5 Hz. H-4), 7. 77 (1H, dd, J = l 

0. 0, 1 . 5Hz. C7-H) , 8. 1 7 ( 1H, d 

d, J=8. 0. 6. 3Hz, C4-H) 

<-£j£#"l3 : 1-0^-3- (5-^h4v*/^ 

-;i^-2' -7'J;U) -6-^f;Wyf/-w^ 
> 5 - ^ h ^ i/^l'*-/!'- 2 - 7 U ;w 4 ' -x^f-ivy 
x->VrV> {5 . 85g. 0. 0 2 4 mo 1 ) iW\U 

izurni, ztizmisfflgt txmmi. 3. 7g«oi 

-<V-»-3- (5-^h^f^/^-^-2' -7 
-6-^^M>^y-^$rlR*4 5: 

[007 1 ] \-OVlV-3- (5-*h*is*)l>X 
-IV- 2 ' -6-*f-A"f V^V-^UOR^ 

mp : 102-1 04C 
MS (%) , m/z : 346 (M + ) 
I R ( KB r ) V,,,, : 1 720cm"' (C = 0). 
1 H-NMR (DMSO-d 6 ) d: 2. 4 6 ( 3H, 
s, -CH 3 ) . 3. 87 (3H. s. -OCH r ) . 
5. 71 (2H, s. =NCH 2 -) , 7. 14-7. 
3 6 (7H, m. H-5, 3", phenyl), 7. 
45 (1H. d. J = 3. 4Hz, H-4), 7. 59 
( 1H, s. H-7) ,8. 1 0 ( 1H. d. J = 8. 
OHz, H-4) 

<S®MA : 1 -OVlV- 3 - ( 5 ' i/tih 
X-)V-2' -7V)\s) -6-* 

# i/7x- ll^rby ( 6. 24g. 0. 024mol) 

4. 4 gCOl ( 5' h*>-#;M< 

2 " -7lW -6-^h*W yW-WR 
m5 0. 2%XWZ. 

[0 0 7 2] l-^yy>-3- ( 5' Hfs'tf/U 
#-;U-2' -7'J/W) -6-* r^-fy^/-"/^ 



mp:10 8-109C 
MS (%) , m/z : 36 2 (MM 
I R (KB r ) V oa , : 1710cm"' (C = 0) 
'H-NMR (DMSO-d 6 , 200MHz)d:3. 
85 (3H, s, -OQH 3 ) , 3. 8 8 (3H, s, 
-COOCH3-) . 5. 71 (2H, s, =NCH 
2 -) , 6. 9 5 (1H, d, J=8. 5Hz, H- 
5.) , 7. 1 6 ( 1H, d, J = 3. 5 Hz. H- 
3' ) . 7. 24—7. 36 (6H, m, H-7, ph 
enyl) , 7. 40 (1H, d, J = 3. 5Hz, H. 
-4). 7. 98 ( 1H. d, J=8. 5Hz, H- 
4) 

<-&$ffi5 : 1 -<yiSt\s-3- (5' -X\-*=sti)V 
X-tU-2' -7V)\s)-5, b-*l-l<yi?**i"i 
y7V-)V<rfe$> 5 ~* V*isi})VX-)V- 2 - 7 U 
)V-3' , 4' -^f-lx>>''5r^^7x-/k^h>- 
(6. 6g. 0. 0 2 4mo 1 ) fcBBttcl/CilKU 
ZtliffltemKb LTflUBU 5. 7gc7)l-^>v;l/ 
-3- (5' ->h*^;i/^-;i'-2' -7U;i^)-. 

5, 6-*f-t'y>'**= 5 fi"f y^V-*SrJR*6 3. 8 

[007 3] l-^y^-3- (5' r^^/l' 

^-;u-2' -yVA?) -5." e-^f-u^^***"* 

mp : 1 90-192C 

MS (%) , m/z : 376 (MM 

IR(KBr) V. al : 17 24 cm" 1 (C=0) 
•H-NMR (CDC 1 3 , 200MHz)d:3. 93 

(3H, s, -OCH3) . 5. 51 (2H, s, =N 
CH 2 -) . 5. 98 (2H, s, -OCH 2 0-) , 

6. 62 ( 1H, s, H-7) , 6. 9 1 ( 1 H, d, 
J = 3. 8 Hz, H-3' ). 7. 18-7. 32(6 
H, m, H-4' , phenyl), 7. 52 ( 1 H, 
s, H-4) 

<-&j£0IJ6 : 1-^^-3- (5' -t Kn#y* 

2 ' -7 u/u) -f yfV—iwy&&> 1 
yvVu-3- (5' ^*>-#/^*-/^-2 , -7ti 

^^yrZ-zKlOOmg, 0. 3 2mmol) 

(8m 1 ) fcrtlMk-J-MJ^AjSft (# 

3 m 1 4»C 7 5 m g *a9» ) -k oa&aM'fc* » L > 51 

cojS&WlZ* ( 1 • 5ml) 4>K"i#B?U 

U mzT^Yy^-oXW^^L. 73mg(7)l- 
3 - ( 5 ' -t Fn*->#/U#-/U-2' - 
y\))V) 4 yf^-iVZimi l • 7%Tf*fc. 
[0 0 74] 1 -^y^/U-3 - (5' -t^o^y* 
)VX-)V-2' -7'J;u) <yr/-;K?)PiSx-^«i 



(10) B2 002-80367 ( P 2 0 0 2 - 8n|J8 



mp : 202-203C 
MS (%) , m/z : 3 1 8 ( M* ) 
IR(KBr) V.„ : 3450cm-' (-OH).. 1 
700 cm" i (C=0) 'H-NMR (DMSO-d 6 , 
2 0 0MHz) d : 5. 76 (2H, s, =NCH 
2 -) . 7. 20 ( 1H, d, J = 3. 5Hz. H — 
3' ) , 7. 26~-7. 35 (6H, m, H-5. ph 
eny 1 ) , 7. 38 ( lH.'d. J = 3. 5Hz,H 
-4* ). 7. 49(1H, t, J = 8. 2Hz, H- 
6) , 7. 80 (1H, dd. J = 8, 2, 1. 5H 
z, H-7) , 8. 1 5 ( 1H, d, J=8. 1, 1. 
5Hz, H-4) 

<£f8M7 : 1 -^yiflU- 3 - ( 5 ' -tHD#y* 
;^;-;W-2' -7'J/W) ~ 6 -7/M-O-f 
<rfe$>l-'<V i Jfr-3- (5' -Xh*^*- 
/!•- 2' -7'j/l/ -6-7;M-o4 vW—fr (11 
2mg. 0. 32mmo 1 ) fcBMHMfi: LTttJBU 
^«W6Ciatt^*i«:8!-»"C*raU. 7 0mg<01- 
3- ( 5' -t Kn'jfy*M-;H2' - 
7'J;U) -6-7/M-cM y^V-;^lR*6 5%T1# 

[0075] l-^y-»-3- (5' -hHo^rv*. 

mp : 252-253C 

MS (%) , m/z : 336 (MM 

IR(KBr) V oai : 34 50cm" 1 (-OH) , 1 

690cm-' (C=0) 

'H-NMR (DMSO — d 6 , 200MHz)d:5. 
72 (2H, s. =NCH 2 -) , 7. 21 (1H, 
d, J=3. 5Hz. H-3) , 7. 23-7. 33 

(6H,m, H-5, Phenyl), 7.39(1 
H, d, J = 3. 5Hz, H-4) , 7. 79 (1H, 
dd, J = 9. 8, 1. 8Hz, H-7) , 8. 17 

(1H. dd, J=8. 5, 5. 3Hz, H-4) 
<^SSM8 : 1 -KyVfr- 3 - ( 5 - h Kn^S/^U 

Jft> 1 — O'^- 3 - ( 5 ' -> h^istDlX—fc- 
2 ' - 7 U/l/) - 6 V-fV-lV (111m 

g. 0. 3 2mmo 1 ) *m%Mnt LXtiffl U £l£ 
«6{£Ktt<0*St:fl!->-C>KIL, 95mg<7)l-^ 
i^-3- (5-h FnJf>'^;l-^-;P-2' -7 'J 
;U) - 6 y*V-/U*JR»8 9fc-C»fc. 

[0076] 1 3 - (5-h Kn* 

*;=./u-2' -7\))U) >y*f-)V<nm 

mp : 20 1-202C 

MS (%) , m/z : 3 3 2 (M* ) 

I R (KBr) V. ai :34 5 0cm-' (-OH) , 1 

700cm"' (C=0) 



'H-NMR (DMS0-d 6 ; 2 0 0 MH z ) d: 2 . 
4 6 (3H, s, -CHj) ,5. 70 (2H. s, = 
NCH 2 -) , 7. 16 (1H, d, J=3. 5Hz, 
H-3' ) , 7. 23-7. 33 (6H, m, H-5, 
Phenyl), 7. 3 8 ( 1H. d, J = 3. 5H 
z, H-4 ), 7. 61 (1H, d, J=l. 4Hz, 
H-7), 8. 00 (1H, d, J = 8. 2Hz, H- 
4) 

<&l£M9 : \ -<V : J)V-3- (5' -h Ko^f 

-7'J/U) - 6 ^ y/y'-;U 
c0-&j£> 1 3 - ( 5 ' h^i^A^— 

/U-2' -71I/U) -6-.X h^fW >W—tl> ( 1 1 
6mg. 0. 32mmo 1 ) fcBK&IWN: LTffiHJU 
^«W6W*ffit:fiE-5-C«aL» 88. lmg«51-^ 
Vi?>V- 3 - ( 5 ' - 1 F v^/lotf-A^- 2 ' - 7 
>J/U) -6-/h*>"l '>*V-fr£Wn- 3%T' 

[0077] l-<yy';l-3- (5' -tKo^# 
)Vi&-)V-2' -7V)V) -6-Xh*i"( yfY-fr 
O|l|^T-^{±OTWffi0. 
mp : 222-223C 
MS (%) , m/z : 348 (M + ) 
IR (KBr) V oai : 34 5 0cm"' (-0H) , 1 
7 1 0cm-' (C=0) 

'H-NMR (DMSO-dg, 200MHz)d:3. 8 
4 (3H, s, -OCH 3 ) , 5. 70 (2H, s, = 
NCH,-) . 6. 95 (1H, dd, J=8. 3, 
1. 8Hz. H-3' ) . 7. 1 2 ( 1H. d. J = 
3. 4Hz, H-3) , 7. 25-7. 38 (7H, 
m, H-7, 4' , phenyl), 7. 98(1H, 
d, J=8. 3Hz, H-4) 
<^«10:l-^^-3-(5' -bFo*^ 
iji^—iv-2' -7 x ))\»-5, 6-*j-u> : J** 

W VW—IV ( 1 2 Omg, 0. 3 2mmo 1 ) £H 

87. 5mg«l -O'JlV-3- ( 5'' -tFo^fv 
#/U#-,/l<-2' -7VlV) - 5, 6-^f-l^>^ d f 
W y?Y-/l/£JK$7 5. 5%Tl#/t„ 
[0078] l-^Vy>-3- (5' -tFo^fv* 
,V^-)V-2' -7l);U) -5, 6-^f-UV>''^ ;a fv' 

mp : 29 1-292C 

MS (%) , m/z : 362 (M + ) 

I R (KBr) V B „ : 3479cm-' (-0H) , 1 

7 20cm-' (C=0) 

'H-NMR (DMS0-d 6 , 2 00MHz)d:5. 
62 (2H, s, =NCH 2 -) ,6. 1 1 (2H, 
s, -OCHjO-) , 7. 09 (1H, d, J = 3. 

6, H-3' ) . 7. 20-7. 36 (7H, m. H- 

7, 4' , Phenyl). 7. 43 (1H, s, H- 
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4) 

<&!Si.mil : \-<Vi/Ar-3- (5' -tHDdf-y 
> f-A-- 2 ' -7 X ))V) 4 y^V-7W<3£j£>£S*T H 
F (20ml) ilTkJ&fb^^A ( 8 . 

8. 8mg, 0. 8mmo 1 ) I- U 

A(60mg. 1. 6mmol)!:^:Wfnctt 
ctO, &C8 8. 

0mg«l-<yy/l'-3- (5' - *YS;l<tl)V-&- 
)V-2' -7V)V) jyyY-lU (O. 2 7mmo 1 ) " 
£-£t?3 0m l<OTHF?§jg$\. 3 0 ± 2°COKfiE*i? 

U THF£|&*^££#>MJET-e2fcSU iF&LTIl 

w±m»mtz. mz. f£iift£CH 2 c izxmtai. 

WsSfai 5 Om I IZWML. tt&^-TfrZMz.tzt Z 

2/7 7 -f- (x';^^-<^-fef>) "C'»Kt. 7 0. 
OmgcOl (5' -tHDif^f;!/- 

-2' -7U/U) '(>-ry-;l'$-ilX*8 7%Tl#7t:. 
[00 7 9] 1 -Kyi/As- 3 - ( 5 ' -tHO^* 

0SI9. 

mp : 1 08—1 09C 
MS (%) . m/z : 304 (M + ) 
I R ( KB r ) V OOI : 3 3 50 cm-' (-OH) 
'H-NMR (DMSO-d 6 , 2 0 0 MH z ) d : 4 . 5 • 
1 (2H, d, J=5. 5Hz, -CHj-O-) . 5. 
31 (1H, t. J = 5. 5Hz, -OH), 5. 70 
(2H, s, =NCH 2 -) , 6. 48 ( 1 H . d. J 
= 3. 4 Hz, H-4' ) , 6. 9 7 (-1H, d, J = 
3. 4 Hz, H-3' ) , 7. 2 1-7. 31 (6H. 
m, H-5, pheny l) , 7. 45 (1H, t, J 
= 8. 2Hz, H-6), 7. 7 5 ( 1 H, dd, J = 
8. 2, 1. 8Hz, H-7) , 8. 1 2 (1H, d 
d, J=8. 2, 1 . 0Hz, C4-H) 
<£®.m 12:1 -O^A- 3 - ( 5 ' -b FD+y 
X1-IV-2' -7U/10 -6 -7;u^-o-f v¥Y—)V<F) 
-£j£> 1 -<y-»- 3 - ( 5 ' t-^-i^l/tf-rt-" 
-2' -7'J;P) -6-7;Ujfn-f yf/-;M9 3m 
g. 0. 2 7mmo 1 ) £lifcW§Cfc LTSifflU 
CT1 l^S^M^-C^aL, 7 5. OmgtOl-^y 
>)V-3- (5' -t Hn^fi/p<f-/P-2' -7'J^) 
. - 6 - 7/M-o-f yyy-;U£lK^8 8 . 0%T1#^. 
[0080] 1 -Ky'JiV- 3- (5' -b Kn^.* 
f-/i—2' -7'J;U) -6-7;i-7j-n-f yrv-;u<7)|5] 

mp : 1 10—1 12C 
MS (%) , m/z : 322 (M + ) 
IR(KBr) V aai : 34 50cm"' (-OH) 
'H-NMR (DMSO — d 6 , 200MHz)'d:4. 



4 9 (2H, b r, -CH 2 0-) . 5. 4 5 ( 1 H, 
br, -OH) . 5. 88 (1H, s. =NCH . 
2 -) , 6. 48 (1H, d, J = 3. 2Hz, H- 
4' ), 6. 98 ( 1H, d, J =3. 2Hz, H- 
3' ) , 7. 1 0-7 . 18 (1H, m, H-7) , 
7. 2 4-7. 36 ( 5H, m, phenyl-H), 
7. 70(1H, dd, J = 1 0. 0. 2. 0Hz, C 
5-H) , 8. 1 5 ( 1H, dd, J = 8. 5. 5. 1 
Hz, H-4) 

<£|£M13: 1 -Kyitfr- 3 - ( 5 ' -bKa*i/ 
^ -f-A- 2' - 7 U )V ) - 6 y rV-7l/^ 

*>l-"«'5W-3- (5' -^l^/Utf^rv— 
2' -7'J;l^) -6-^f;H^/-/K92mg > 

o. 27mmo i ) zmmmt ixtmi. $m\i 
KD-xmizfe-oxmmL. 14. omgcoi-^y^ 

-3 - (5' -hKD^i/^f-;U-2' -7'J/P) -6 
- ^ f-;M V ?V-il> 8 8 %X-%tz . 
[0081 ] 1 -<yy;l-3- ( 5' -b FnMfv-.* 

i-iv-2' -7'j/u) -e-^fwy^z-^iBis 

mp : 1 1 2-1 14C 
MS (%) , m/z : 3 1 8 (MM 
IR(KBr) V oai : 34 00cm-' (-OH) 
'H-NMR (DMSO— d 6 , 200MHz)d:2. 
44 (3H, s. -CH 3 ) , 4. 50 (2H, d, J 
= 5. 2Hz, -CH 2 0-) , 5. 3 0 ( 1H, b 
r, -OH) , 5. 64 (2H, s, =NCH r ) , 
6. 45 ( 1H, d, J = 3. 3Hz, H-4' ) . 

6. 0 7 ( 1 H. d, J = 3. 3Hz, H-3' ), 

7. 08(1H, dd, J=8. 3, 1. 0Hz\ H- 
5) , 7. 1 9-7. 36 (5H, m, phenyl- 
H) , 7. 57 (1H, d, J=i: 0Hz, H- 
7), 7. 98(1H, dd, J=8. 3, 1. OH 
z, H-4) 

<-&$M 14:1 -KyiSjU- 3 - ( 5 ' - b Fn^i" ■ 
*f-/t~2' -7'J^) -6-Xh*>"f yyV—JW) 
£j£>l -^yi^U-3- (5' h^^l'tf-Zl' 
-2' -7U/U) -6-\X F^fW y^V— ;K 9 6m 
g. 0. 2 7mmo 1 ) fcBMHMti: LTttfflU 
0U l<!0^rattS!-5"CSPit, 80mge01 -Ov/V 
-3 - (5' -b h'odfv^^-2' -7'J;U) -6 

F^W y*y-/l*JR#9 0%Tl#fc. 
[0 082] l-^yy^-3- (5' -tKD*^ 
^-2' -7l);U) -6-^H4fW^V-^H 

mp : 10 9-1 10C 

MS (%) . m/z : 3 34 (M*) 

IR(KBr) V oal ; 3 3 0 0-3 4 0 0 c m"' (-0 

H) 

'H-NMR (CDC 1 3 , 200MHz)d: 1. 90 
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(1H, br, -OH), 3. '80 (3H, s, -CH 
3 ) , 4. 7 4 (2H, d, J=4. 9Hz. -CH 2 0 
-), 5. 59 (2H, s. = NCH 2 -) , 6. 4 7. 
(1H. d, J = 3. 2Hz, H-4' ). 6. 59 
(1H, d. J = 2. 0Hz, H-7) , 6. 84 ( 1 
H, d. J = 3. 2, 1. 0Hz, H-3' ) . 6. 8 
8 (1H, dd. J = 8. 5, 1. 5Hz, H-5) . 
7. 1 7—7. 31 (5H, m, phenyl-H) , 
7. 9 1 ( 1H. d, J = 8. 5Hz, H-4 ) 
<£J£W15: 1 -<yiS/lr- 3 - ( 5 ' -tKo^y 
>f-;U-2' -7 I J;H - 5, 6-^fl/yy'3f=<fW 
V/V-;kO-g-^> 1 -Oi^- 3 - ( 5 ' 
i^/l'tfx/U- 2 ' -7'J/lO -5. 6->fl/yy* 
#W VW—)\/ (lOlrag. 0. 2 7 mm o 1 ) £ 
Rttfeffi: LTttJHU 1 1 OXfrScCffc-jT *PI 

U 84. 5mgc7)l -^y>-VU-3- (5' -t h'o 
Jf^f-^-2' -7*)!l')-5, 6-X*\/>i'** 

[00 8 3] l-KyyiU-3- (5' -hW^ 
^-2' -7 'J AO - 5, 6'-*fO':/5***5"f * 

mp : 1 22-1 2 3C 
MS (%) , m/z : 34 8 (M* ) 
IR ( KB r ) V oa , : 3387cm"' (-OH) 
1 H-N MR (CDCI 3 )d: 2. 05 (1H, br, - 
OH) , 4. 71 (2H, s, -CH 2 0-) '. 5. 5 
3(2H. s, =NCH 2 -), 5. 99(2H, s, 
-0CH 2 0-) , 6. 43 ( 1H. d, J = 3. 3H 
z, H-4' ) . 6. 61 (1H, s, H-7) , 6. 
76 (1H, d. J = 3. 3Hz, H-3' ), 7. 2 

0 — 7. 31 (6H, m, H-4, phenyl) 
<$&m 16:1 -<yi?A>- 3 - ( 5 ' -J* is* 

^-/L— 2 ' -7'J/iO A y^/-;uo^OCH 2 c l , 

(5ml) «t»fcSJKLfc 1 -O^- 3 - ( 5 ' - 1 
-7'J;iO i^/-;K0. 2 
0. 6 6mmo 1 ) 1. OMcOBC 1 3 / 

CH 2 C1 2 J§?S (I - 5ml ) fc- 1 0±2'CT'8SJOU 

«: **-cafti.fc. -ews-^nsrCHjC 1 2 Tttai 

' h^77-f- (y'J^A'-^VHfy) T»«U 0. 

1 g<7)l -O-xVU-3- ( 5' h^fi'^f-yU- 
2' -7V)U) 4 yyv-)V<nWiZW£5Q%X''& 

[0 084] l-<y : JjU-3- (5' -^b^fv-^^- 
;u- 2 ' -7 'J/lO y^/-/K7)P]^r-^(iOT^ 

so. 

MS (%) , m/z : 318 (MM 



I R (KB r ) V.„ : 1 6 i 0cm" 1 (C-O) 
•H-NMR (CDC 1 3 . 200MHz)d:3. 45 
(3H, s, -CHjOCHa) , 4. 56 (2H. s, 
-CH,OCH 3 ) , 5. 29 (2H, s. =NCH 
2 -) , 6. 52 (1H, d, J = 3. 3Hz. H- 
4' ). 6. 9 1 ( 1 H, d, J=3. 3Hz, H- 
3' ) , 7. 18-7. 36 (8H. m, H-5. 6, 
7, phenyl). 8. 1 2 ( 1H, dd, J = 8. 
1., 1. 1Hz, H-4) 

<&im 17:1 -^y ; J)V- 3 - ( 5 ' - x'Xf-;l/T 

*y*?-/i/-2' -7'J;i-)'fv^/-/K0M>CH 

2 C 1 2 ( 5 Om 1 ) 4»trjgJWL3t 1 -«*iSA,-3- 
(5' -t -7V)V) jyyv- 

;K 1 . 0g, 3. 3mmp 1 ) (C. 1 . 0M<7)BC 1 
3 /CH 2 C \ifflg. (2 0m 1 ) 2r-l 0±2rT'WT 
Lfz. £<fl«£ft£HfcittBtC4 0#RK$-£rt:. S>x 
f-^TS y (30ml) tun*. 4eiS»!Rl,^r* { ^Jn 
3RU **"CS»U SS^fcfcCHtC l 2 "CtttiJL 
fc. ^cOWffitttiitl$:*T'gt#tT4'flL, 1*887 

fifSJU 0. 1 6gtf>l-"<.>'>'VU-3- (5' -S^'x 

f-;uT5y^f-^-2' -?V)V) a yyv->vzw& 

3 9. 0X?ttfc. 

[0085] l-^y^-3- (5' -y'xf/l/7S 

KT<oao. 

MS (%) . m/z : 3 59 ( M + ) 

I R (KB r) V nal : 1 3 50cm" 1 (C-N) . 

•H-NMR (CDC 1 3 , 20 0MHz)d:l. 16 

(6H, t, J = 7. 1Hz, -N (CH 2 C 
Ha.) 2 ) , 2. 63 (4H, q, J =7. lHz.-N 

(CHiCH 3 ) ,) . 3. 86 (2H. s.-CH 2 N 
-) , 5. 64 (2H, s, =NCH 2 -) , 6. 37 

(1H, d, J = 3. 3Hz. H-4' ), 6. 87 ■ 

(1H, d, J = 3. 3Hz, H-3' ). 7. 10- 
7. 40 (8H. m, H-5, 6, 7, pheny 

1),8.-10'(1H, d, J = 8. 2Hz, H-4) . 
<£j£0U8: \-^y ; J)V-3 - (4' -Xh^fi/^ 

(a) fc*A 1C1 3 (85g, 0. 64rao 1 ) tte 
iWHy (dried ' toluene) (9 0m 
1 ) fcofi^tt+e, 1 o-c±2-CT-e-ft;^>-/^^ 

(50ml, 0. 43mol) SrttSTLTJn**:. I&S 

^iS:3o±2 , ctcia* , ?-c 1 2mmtmt. actio o 
±5-c«ngftL. 3&fc2B«si«rU -eom^aL* 

Ai ( 2 0 0 m 1 ) £Joi.TRJ&&ilfcb6-*fc. *0flT» 
$ £> £S t>'*T'4'»-r £ * Tift?* Uz . Srif*«i 
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Sn-^-tyTHttftfliL, 6 2.1 g<04-*-f-Ar 
KyY7xSy {W&: 55~57X:> *JR^73. 5 

[0086] ( b ) 4-f C r0 3 (35g), S^tHj 

0 (80ml ) . StJaRWCSHSR (25ml ) £H 

oac (i30mi) t4-^f;Ky/7xyv (2 

5g, 0. 1 2 7mo 1 ) t^ii^J^fcJn^C. 

100 + 5°CT"3^ra«L. tM< ( 5 0 0 m 

1 ) £tn;t-!.Cfc-e!^U *«S^)4-0^^ 
-SSK^ilfrSrft'C, 1 0%KOWzmmtXr 
i&Ltz. -e<7*F?8£#£lrt-pH2. 0*T'lHx(cU 
*?§££^Ufcf8$-»t*:. -?-<Dtfc&£-®iRL2 1. 3g 
«D4 -^y/'f /UfetSKSriR^? 4 . 1 

[ 0 0 8 7 3 ( c ) 4 -<yY4 /UfcMHR (20g, 
88. 4mmo 1 j , hrtxy (5ml), p-h;UX 

yxiv*ym ( ig)fci^/-;p (20mi ) co 
1 2B#l5BI}ftU ftiflU 5 %M£rr h U -7 A 

h'J^AT'iaiL. iffiltU 2 2gOX^-;U4-^yr 
•j/lz-^y/x-b (ethy l 4-benzoyl 
-be nzoat e) £lRip9 0. 5%Tl#it. 
(00 88] (d) X-f/M-^W'OKi'VX-h 
(13. 7g, 5 4mmo 1 ) , ^yi^t h'7y'V 
(8g. 65mmol), X?7-;U ( 5 0m 1 ) . fc 
ilA'HOAc (1ml ) COfg^s^ 1 2B§iljIffiU & 

t^fi£Mifci5]«co^-a-csftaL, ^mw&mMzm 

y-fe'y) THf*iU n-^Hfy-CS^e-fl:L4. 8g 
col-<y^-3- (4' -xh^fi/*;^x;U7x 
x;W) >f yrV-/PS:JR$2 5. 5%T'^. 
[0 0 89 3 l-Oi/>-3- (4' -xh^f^*;l/ 

mp : 9 5 — 96C 

IR(KBr) V,„: 1710, 1620cm-' (C 
= 0) 

MS (%) . m/z : 356 (M + ) 

i H-NMR (CDC 1 3 , 2 00MHz)d: 1. 35 

(3H, t. J = 8. 0Hz. -CH,CH,) ,4.3 
5 (2H. q. J=8. 0Hz. -CH,CH a ) , 5. 
78 (2H. s, =NCH 2 -) . 7. 40~8. 40 

(13H, m, aromatic protons) 
<£jft#H9: 1 (3' -Ih^y* 

)V#-)V7 x.-)i>) 4 yyv-)v<r)-&&L> 3 -x 

VV'^xyySr. £j£fl|18<0 (a) . (b)..(c) 
*5«tr/ (d.) ^jt^T1I#C5aSL, 3-^yy^ 
;^g.#K (JR*7 2%K x^3-^yy-f/W'<.y 
Vx-h (1R$86. 3%) . fcit^l 
- (3' -xhdfv#;u*x/U7xxno /yyy-;U 
(«^2 5. 5%) fcf*fc. 

[00 903 1 -<y ; J^-3- ( 3' -ihJfy# 



#x/U7xX;U) ^ >^/-;^|H|ST-^{±UlT^a 
"J- ' 

mp:85~86C 

MS (%) , m/z : 3 56 (M + ) 

I R (KB r) V.„ : 1720, 1 6 10cm"' (C 

= 0) . 

i H-NMR (CDC 1 3 , 200MHz)d: 1. 43 
(3H, t, J = 7. 0Hz, -CHjCHa.) , 4. 4 

4 (2H, q, J = 7. 0Hz, -CH^CHa) , 5: 

68 (2H, s, =.N.CH 2 -) , 7. 20~8. 20 
(13H, m, aromatic protons) 

<£j£0tj2O: l-Ky^V-3- (4' -th'cMry 

*;i/^-/i'7i-;i') 4 yy*/-twy&tfL>X9 s-fr 

(10ml) izmmttz 1 -<yy>- 3 - ( 4 ' -X 
Ri/«^*-^7x-/i') 4yy*f->v (lg, 2. 
8mmo I ) tC, *IHfcTrI- 'J^AjgjS (*2 0m 1 |C 

o. 5 6g*jswufct>w> fcjoifc. 6 
fc. **>»ra£**ireiBttfl:W:. *7§4>-cmflL 

fcSL BfctfifcRU **i£ls|iRLT0. 87gWl- 
Kyi/tV- 3 - ( 4 ' -bh'Qdf^;U^x;W7xX 

[0 09 1 3 l -<y^';u-3- (4' -t Kndf^ 
519. 

m P : 20 5—207C 
MS (%) , m/z : 328 (M*) 
IR(KBr) V oai : 3 5 0 0-3 3 0 0 c m--> (O 
H) , 1 7 00cm" 1 (C = 0) 
'H-NMR (DMSO-d 6 , 200MHz)d: 5. 
77 (2H, s. =NCH 2 -) , 7. 20-8. 20 
(13H, m, aromatic protons), 
13. 0 ( 1H, br, -OH) 
<£(£PI2 1 : \-<y : JlV-3- (3' -tFn^ 
*^-;k7x-;H A y?V-)V<rfe®> l -<y v- 
;U-3- (3' -xh^v*;W^x;l-7xx;U) 4 y?" 
V-^ (0. 49g, 0. 1 lmmo 1 ) £-&J$#l|2 0 

fcEttfltffcfcfi!-* T *!« U o. Q3s<r>i-Ky'J 
;u-3 - (3' -tKDJfy^^-^x-yH -fy 

[009 2]"l-O> 7 ^-3- (3' -hHQdf-y* 
>i,X=~)V7 Ay yv-iwm%fr- 9 <±WT<7) 
iiO. 

mp : 1 90~1 92C 

MS (%) . m/z.: 328 (M + ) 

IR(KBr) V MI : 3 5 0 0~3 3 0 0 c nr' (- 
OH) , 1 700cm-' (C = 0) 
'H-NMR (DMSO-d 6 , 200MHz ) d : 5. 
76 (2H, s, =NCH 2 -) , 7. 20-8, 2 0 

(13H, m, aromatic protons) 
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<£AM2 2: l-OS^-3- (4' -tKo*5< 

3- (4' -if^fy*;^-*7i-;W <t>W- 
;K0. 4 g, 1 . 2mmo 1 ) Z&f8.mi 2iZfSM<0 
jaCftotJSlL, 0. 2-4g(7)l-^>-3- 
(4' -t h'a^^f-;U7x-;i') -f yyv-iV^n. 

[0093] \-Ky ! J}V-3- (4* -hh'odri^ 

rap : 1 1 0—1 1. 2C 

MS (%) . m/z : 3 14 (M*) 

IR(KBr) V.„ : 3 3 0 0-2 5 0 0 c nr 1 (0 

H) 

iH-NMR (DMSO-d 6 , 200MHz)d:4. 
58 (2H, d, J = 5. 8Hz, -CH 2 0-) , 
5. 31 (1H, t, J = 5. 2Hz, -OH) , 5. 
73 (2H, s, =NCH 2 -) , 7. 20-8. 20 

(13H, m. aromatic protons) 
<^M2 3 : 1 -<>iS)U-3- ( 3 ' -t b'o* ^ 
^f;i-7i^) 4 yW-A*>&&> 1 
3 - (3' -xhJf^;w^;U7x-;w) AyW- 
;K0. 4g. 1 . 2mmo 1 ) 1 2 

Umicm^XUmL. 0. 2 2gt01-^y^-3- 

(3' -t Ho=3fx^^7x— ;W) 4 y^V-zl^JR 
*6 4. l%T#?t. 

[0094] l-W*-3-(3' -tKDdf^ 

^/U7x-;p) 4 y^v-)v<Dn^-^\my<r>m 
*). 

mp : 98— 99C 

MS (%) . m/z : 3 14 (MM 

IR(KBr) V Bai : 3 3 0 0-2 5 0 0 c nr 1 (0 

H) 

iH-NMR (DMS0-d 6 . 2 0 0MH z ) d : 4 . . 
78 ( 2H, s. -CH 2 0-) , 5. 6 5 ( 2H. 
s, =NCH 2 -) , 7. 20—8. 20 ( 1 3H, 
m, aromatic protons) 
<£l£0l|2 4 : \ -<y'J)V-3- (5' 
/Mf- /I,- 2 ' -7U;u) -W- [3. 2-c] tr 

(a). 5-^ h^f^^-K-^-2-7'J;U2' -f-x 

-/i^ h y<?>-&& 

2 -f-xx/l^^rKx;Mg<ftft (30. 5g, 0 . 21 
mol). ^^-;l/-2-70>-iE (24g, 0. 19m 
o 1 ) &£V : mA<.i&lt%ZM (0. 42g, 2. 6mm 

8. 7 g^5-^< h^f^/^-^-2-7UyU-2' 
— fx-/^b>-5:lR$6 3. 8%T#fc. 
[009 5] 5-^h d f^^x;U-2-7U;U- 
2' -f-xx;^hy<7)p]ST-^(iOTc7)jlO. 



mp : 1 03-1 06.C 

MS (%) , m/z : 23 6 .(M*) 

I R (KB r ) V oa , : 1 7 2 0.1 6 20cm; 1 (C 

= 0) 

'H-NMR (CDC 1 3 , 200MHz)d:3. 98 
(3H, s, -CH 3 ) , 7. 22-7. 31 (2H, 
m, H-3, 4), 7. 41 (1H, d. J = 3. 5H 
z, H-4\) . 7. 76 (IH. d. J = 3. 5H 
z, H-3' ) , 8. 36 ( 1H, d, J = 4. 5H 
z. H-5) 

(b) 1 -Ky~J/U-3- (5' -*b*i/$^X-Jl' 
-2' -7'J/W) fxy [3, 2-c] f7 v /-;^ 

5-^^df^;^-;U-2-7 l J;l-2' -fX-ZL't 
hy(5! 7g, 0. 0 24mo 1 ) llZim 

cr>irmzi&->zmmL. 1. 2g<?)i-^^-3- 
(5' h^^*;i-^-^-2' -7'j;i^)fx/ 
[3, 2-c] f 7V-/1-^1R¥8 0. 3%T#fc. 
[0 096] \-^yis)V-3- (5' -^h^f^*;l' 
.-Kx/i—2' -7«J/l/)fl/[3, 2-c] t5V- 

mp : 142— 143C 

MS (%) , m/z : 338 ( M* ) 

I R (KB r ) V oai : 1 7 20cm" 1 (C = 0) 

iH-NMR (DMSO-d 6 , 200MHz)d:3. 

85 (3H, s, -CH 3 ) . 5. 62 (2H, s, = 

NCH 2 -) . 6. 92 (1H, d, J=3. 5Hz, 

H-3' ) , 7. 24 (1H. d. J=4. 8Hz, H 

-6) , 7. 2 6—7. 35 (5H, m, phenyl 

-H) , 7. 43 (1H. d, J = 3. 5Hz, H- 

4' ), 7. 77 ( 1H, dd. J =4. 8. 1. 5H 

z, H-5) 

<-£&<?lJ2 5 : l-Ky : J)V-3 - (5' -tHndfy 
#/U#-/l/-2' -7'J/U) f!7 [3, 2-c] fcT7 
/-/K0^> 1 -0^- 3 - ( 5 ' 
)\,X=.)V-2' -7'J/U) f-xy [3, 2-c] tr^V 
—/I/ ( 1 0 8mg, 0 . 3 2mmo 1 ) Jr^-fiS^ 6 fclcl 
»<02r£Ct£oT«yiU"8 3. 3mg<7)l-^V^ 
_3_( 5 - -hFndr^;^x;U-2' -7'J/U) 
fiy [3, 2-c] K9y-/W*JR*8 0. 3%T1# 
fc. 

[0097] l-O^VU-3- (5' -tFD#j/* 
;U;tfx;U-2' -7U;U)f-xy [3, 2-c] e?y 

mp : 22 1-224C 

MS (%) . m/z : 324 <M + ) 

IR(KBr) V a „ :3500cm-' (-OH) . 1 

7 20 cm" 1 (C=0) 

•H-NMR (DMS0-d 6 . 200MHz)d: 5. 
62 (2H, s, =NCH 2 -), 6. 9 0 ( 1H, 



( 1 5) 32002-803 6 7 ( P 2 0 0 2 -8hX%A) 



d, J=3. 5Hz, H-3' ) , 7. 26 ( 1H, 
d, J=4. 8Hz, H-6), 7. 25-7. 35 

(6H,m. H-4' , Phenyl), 7. 78(1 
H, d. J=4. 8Hz, C5-H) 
<^lftfl2 6: l-Oi/)V-3 - (5' -tKo-*^ 
y^-2' -7'J;H fxy [3, 2-c]K?/- 
/K0^B^> i -^y v>- 3 - (5' -^b^-v^/M* 
2 ' -7'J/u) fxy [3, 2-c]C9V-^ 

(90mg, 0. 27mol)^MlH:iei^ 
ifeWfco-CBJSU 6 3. 4mgWl-Oyyl'-3- 

(5' -hHn#^f-;u-2' -7U;W) f-xy 

[3, 2-c]" tr9V-;U*IDWS6 9. 3%T1#£. 

[00 981 l-<Vi/'/U-3- (5' -fcKn=Jfv.X 

2 ' -7 y ;p) fxy [ 3 , 2 - c ] ^yY-iy 

mp : 103-1 04C 
MS (%) . m/z : 3 1 0 (MM 
I R (KBr ) V.„ : 336 0 c m-i (-OH) 
'H-NMR (DMS0-d 6 , 200MHz)d: 4. 
46 (2H, d, J = 5. 3 Hz, -CH,0-) . 
5. 27 (1H, t, J = 5. 3Hz. -OH) , 5. 
55 (2H. s, = NCH 2 -) , 6. 43 ( 1H, 
d. J = 3. 2Hz, H-4' ) , 6. 64 ( 1H, 
d, J = 3. 2Hz, H-3' ) , 7. 20 ( 1H. 
d, J = 4. 8Hz, H-6) , 7. 27-7. 35 
(5H,m, phenyl-H), 7. 7 2 (1H, 
d, J=4. 8Hz, H-5) 

ifij^ i n v i t r o TOfflSvStt £ . TfE<03Ti£CJ: 

[00993 9 A u—YW&VMMZttMJ®.* . 
Wu et al. , Br. J. Pharm. . 199 
5, 1 16. 1 973— 1 9 78tRBB$<lT^4*i£ 

(mM) ; NaC 1 (136. 8) . KC1 (2. 
■ 8). NaHC0 3 (11. 9 ) , MgC 1 2 ( 1 . 
1). NaHjPO, (0. 33). CaC 1 2 (1. 



0 ) , SSiVyiVa-x (11. 2 ) **tr. flU'l^ 
ZM) 94 . 5X1 0 8 l/m 1 fclWtfc. MIS 
£*l$37*CC3fl\ Jffl^frT ( 1 200 r pm) T 

yt*y£iHml,fc5$M^W£L2fc. mSli. Ten 
g et al. , Biochem. Biophys. 
Acta. , 1 987, 294, 2 7 5— 382CfE« 

[0100] 1 -2 6T£Jfc&ftfc ; ffc'&tt£KIK 

nx-h^tz. mm. 'l 3- (5' -**x 
■f;ur s / y f-^ ) ^ u /u- -f y yv-Mt , i^ce 

LTl-O^-3- (5' -bFodrv-yf-^) - . 

S5V^Stt**Lfc. 1 -<>-v7W- 3 - (3' 

-xh^rv-^;^-^) -7x-;u--f y^V-;Wis 
l -^y>-3- (4' -xl-Jf i/^l^x/u-) -7 

<fcfclOffiR(v*ffittfcjSU:. itz.WteZtlz, Z 

tl^tt&Wt P A R i} i ffl J 5-i~ h il^^vStt-fbH^lil^h 

[oion <£SS®t : *f6ffl«oe5V-/Wb£tt«o 
ifii/|N««*icstt-5.ffl«^*>±fe^^'^^^* 

WJ»)ft**i;Jllbf«k £ . 3 7 °CT' 1 #ISM 
-hU &CPAR«tt«f-e£>£Hoyfc-> (0. 
lJLX.yh/ml ) , AA (IOOjuM) . ^7-f> 
( lOg/m 1 ) \> L<(iP AF (2ng/m 1 ) fc* 

ti^tiMst tjal/Nk* mz-ttK . * ^(±*t.m^t 

«f . H«fcUM>«®ll* 5 0%ffi*-f &«JK (. I 
[0102] 

[Sll] 



(16) 12 002 -8 0367 (P2002-8 ^J8 



3~37, 39, 40) Ox hD>K>, AA, 35— T VS&ttPAFCJ:-sXSMISnfcJfil 




IC„ (I'M) 





I 


1' 


R" 




AA 




PAF 


23 


-H 


-b 


-C00CH, 


>270 


81.1 


161.5 


>270 


24 


-H 


-i 


-C00CH, 


>270 


94.0 


101.1 


148.6 


25 


-H 


-CH, 


-C00CH, 


>270 


64.2 


78.3 


>270 


26 


-H 


-0CH, 


-C00CH, 


>270 


92.3 


156.9 


>270 


27 


-0CH,0- 


-COOCH, 


259.8 


136.2 


.168.4 


253.5 


28 


-H 


-H 


-COOH 


>270 


83.7 


75.5 


>270 


29 


-B 


-P 


-COOH 


>270 


119.1 


179.5 


>270 


30 


-H 


-CH 3 


-COOH 


>270 


150.3 


182.5 


>270 


31 


-H 


-0CH : 


-COOH 


>270 


150.0 


139.7 


>270 


32 


-0CB,0- 


-COOH 


>270 


148.1 


150.3 


>270 


33 


-H 


-B 


-CHjOH 


260.5 


27.6 


62.5 


84.5 


34 


-H 


-T . 


-CHjOH 


217.4 


21.7 


25.2 


53.4 


35 


-B 


-CH, 


-CBjOH 


146.9 


49.4 


45.9 


72.0 


38 


-B 


-0CH 3 


-CHjOH 


168.3 


49.7 


46.7 


89.2 


37 


-0CH,p- 


-CH,OH 


238.8 


96.6 


104.6 


163.8 


3? 


-H 


-B 


-CHtOCHj 


143.4 


8.2 


6.6 


25.5 


40 


-H 


-H 


-CH^Et, 


101.9 


55.7 


50.4 


55.9 


77XV/ 








>270 


20.0 


>270 


>270 



[0103] [*2] 



(17) 32 002-80367 (P2002-8 3+.A) 
(5' (ft«^7U^)^^[3,2-c]K5V-^ (6 1-6 3) ©> hO>tfX AA. zi?—tf> 




61-63 



IC„ (mM) 





B 


V 




AA 




PAF 


51 


-H 


-C0OCH,CH 3 - 


29.7 


184.8 


212.4 


164.0 


52 


-COOCHjCHj 


-H 


>270 


124.7 


143.8 


>270 


53 


-H 


-COOH 


>270 


129.6 


156.1 


178.7 


54 


-COOT 


-H 


>270 


155.S 


148.2 


235.4 


55 


-H 


-Cfl,OH 


192.7 


100.9 


122.6 


142.9 


56 


-CH,OH 


-H 


>270 


51.3 


98.1 


173.6 


61 


-COOCH, 




>270 


153.3 


128.7 


221.6 


62 


-COOH 




>270 


>270 


>270 


>270 


63 


-CHjOH 




>270 


50.64 


49.7 


92.9 








>270 


20.0 


>270 


>270 



[0104] htm 1 fe XV 2*>*SU: 0 , *#fl*Xfc 

<Mm.W& : **W)K5y-nHt^*0, GYPGK 

&Oy&im 1 8<Oft^Hl ( YD - 3 ) ±fcttO . 5 %D 
MSO (*?SH) gffSfifc'bHfc'JMKfc*. 3 7*C 

T'&SGYPGKF (500/xM) £flD;c<g*$-£*:. 

tt«*H2t*f . jil/nkwiuoiiw (%) ti. ¥^ 

±IWK3S (n = 4) fcioT^Sfl*. 

[0 1 05] H2J:*K YD-3#0. 2 ju Mc7)i§Jg<7) 
1 £ , j&/MKg*& 1 O 0%a«-f t^T-Sfe. 

[0106] ±aoEtt*»4>, S**tt, *»HHW±I? 



[0107] 

. [ Jfi6BB«J»* ] *% B M<7)T 'J b mffi ZB&tS X 
tftg-^Lfcb 7VwHb^BJ* > ^^&^IK<k'J. PA 

f&BflfXfc^te PAR tcM4 L & v ^flfi^jft/J^aitfl^Pl 
[HBSOfSm&PUl] 

Clan 

[H2] *RBHwe?V-/Mfr&*W>. GYPGK F 
8Wtt^>t Mtt/J>«Wlkfc:«*r6ll«»»S*f ^97 



( 1 8) 32002- 



80367 (P20 0 2-850B« 



[011 



[H21 




OfrOH 




s- 

e 




oi aa as 

YD- 3 < (1 M) 



(51) Int. CI. 7 MBSfBE^- 

A6 1P 43/00 
// C 0 7 D 231/56 

405/04 

491/056 

495/04 1 0 3 

(71) (MA 500297638 

• 12F. 181, Sec. 3, Mi n- 
Ch.uan E. Road - 

<72)3W»- ^y-fa 

404, S/x- 

D-K 91 

(72) WW H ^ 

o-K, -fe^gy l 1191 



F I 

A 6 1 P 43/00 
C 0 7 D 231/56 
405/04 
491/056 
495/04 



r-*n-K (##) 



103 



(72)*»t fy,.fi-^ 

£». 106 *>CM. 5^-^x4 n 
— H 100 

F?-A(##) 4C050 AA01 AA08 BB05 CG17 EE02 
HH02 

4C063 AA01 BB01 CC75 DD22 EE01 
4C071 AA01 BB01 CC02 CC21 EE13 

FF04 JJ06 LL01 
4C086 AA01 AA02 BC37 (322 CB27 
GA02 GA08 MA01 MA04 NA14 
ZA36 ZA45 ZA54 ZC41 



